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1. A method of inhibiting hYAK3 in a mammal; comprising, administering to the 

mammal a therapeutically effective amount of a compound of the formula I, or a salt, 
5 solvate, or a physiologically functional derivative thereof 




10 

I 



in which 

15 

R is C3-6 cycloalkyl or naphtyl; or 
Ris 




20 

in which Rl is hydrogen, halogen, -Ci-ealkyl, -SCi^alkyl, -OCi-ealkyl, - 
NO2. 

-S(=0)-Ci-6alkyl, -OH, -CF3, -CN, -CO2H, -OCF3, or -C02Cwalkyl; 
and R2 and R3 are independently hydrogen, halogen, -Ci e alkyl, 
25 -SCi^alkyl, -OCi^alkyl, -NO2, -S(=0)-Ci-6alkyl, -OH, -CF3, -CN, -CO2H, 

-COzCi-ealkyl, -CONH2, -NH2, -0CH2(C=0)0H, -OCH2CH2OCH3, - 
SO2NH2, 

-CH2SO2CH3, -NH(C=NH)CH3; or R2 and R3 can independently be a 
radical of the formula 

30 
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Ris 



Ris 



10 



15 




in which q is one or two; R4 is hydrogen, halogen, or -SO2NH2; or 

-(CH2)n-NR^R4n which n is 2 or 3, andR^ and R^ are independently 
-Ci-salkyl; or -NR^'R* together form 



Ris 



-o 




CH, 



^3 • 




25 Qis 



30 
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10 Qis 




in which Y is CH; and A and B together are a part of 



8S 
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5 provided that ortho position to Y is N or O; or 

Qis 




10 

in which Y is N or CH; J is hydrogen, NH2, OH or -OCx-ealkyl; and L is 
hydrogen, NH2, halogen, -NO2, or -OCi-ealkyL 

15 2. A method of treating or preventing diseases of the erythroid and 

hematopoietic systems, caused by the hYAK3 imbalance or inappropriate 
activity; comprising, administering to a mammal a therapeutically effective 
amount of a compound of claim 1, or a salt, solvate, or a physiologically 
functional derivative thereof and one or more of pharmaceutically acceptable 

20 carriers, diluents and excipients. 

3. A method of claim 2 in which diseases of the erythroid and hematopoietic 
systems are selected from the group consisting of: anemia, aplastic anemia, 
myelodysplastic syndrome, myelosuppression, and cytopenia. 

4. A method of treating or preventing diseases selected from the group 

86 
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consisting of: anemia, aplastic anemia, myelodysplastic syndrome, 
myelosuppression, and cjrtopenia; comprising, administering to a mammal a 
therapeutically effective amoimt of a compoimd of claim 1, or a salt, solvate, 
or a physiologically functional derivative thereof and one or more of 
5 pharmaceutically acceptable carriers, diluents and excipients. 



5- A method of claims 1, 2, 3, or 4 in which a compound of formula I is selected 

from the group consisting of: 

10 

2-(2-Chloro-5-fluoro-phenylimino)-5-(2,3-dihydro-benzo[l-6]dioxin-6-ylmethylene)- 
thiazolidin-4-one; 

2-(2"Chloro-phenylimino)-5-(2-oxo-2H-chromen-6-ylmethylene)-thiazohdin-4-one; 

15 

2-(2-Chloro-phenyhmino)-5-(2-oxo-2H-chromen-6-ylmethylene)-thiazolidin-4-one; 
2-(2-Chloro-phenylimino)-5-(2-oxo-2H-chromen-6-ylmethylene)-thiazoUdin-4-one; 

20 5-(2,3-Dihydro-benzofuran-5-ylmethylene)-2-(2,4,6-trimethyl-phenyliniino)-thiazolidin- 

4- one; 

2-CyclohexyHmino-5-(2,3-dihydro-benzo[l-6]dioxin-6-ylmethylene)-thiazolidin-4-one; 
25 2-CyclohexyUmino-5-(2,3-dihydro-benzofuran-5-ylmethylene)-thiazolidin-4-one; 

5- Benzo[l,3]dioxol-5-ylmethylene-2-(chloro-phenylimino)-thiazolidin-4-one; 
5-(2,3-Dihydro-benzofuran-5-ylmethylene)-2-o-tolylimino-thiazolidin-4-one; 

30 

5-(2,3-Dihydro-benzo[l-6]dioxin-6-ylmethylene)-2-o-tolylimino-thiazolidin-4-one; 

5-[2-(2-Chloro-phenylimino)-4-oxo-thiazolidin-5-ylidenemethyll-3H-ben20Oxazol-2-one; 

35 2-(2-Trifluoromethyl-phenylimino)-5-(2,3-dihydro-benzofuran-5-ylmethylene)- 
thiazolidin-4-one; 

2-(2-Bromo-phenyliniino)-5-(2,3-dihydro-benzofuran-5-ylmethylene)-thiazolidin-4-one; 

40 2-(2,6-DicMoro-phenylimino)-5-(2,3-dihydro-benzofuran-5-ylmethylene)-thiazoUdin-4- 

one; 

5-(2,3-Dihydro-benzofuran-5-ylmethylene)-2-(2-methylsulfanyl-phenylimino)- 
thiazolidin-4-one; 

45 

5-(2,3-Dihydro-ben2ofuran-5-ylmethylene)-2-(2-fluoro-phenylimino)-thiazoUdin-4-one; 

2-(2-Methylsulfanyl-phenyliinino)-5-(quinolin-6-ylmethylene)-thiazolidin-4-one; 
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2-(2-Bromo-phenyliinino)-5-(quinoUn-6-ylmetliylene)-thiazolidin-4-one; 
2-(2,3-Dimethyl-phenylimino)-5-(qiiinolin-^-ylmethylene)-thiaz 

5 

2-(Naphthalen-l-ylimino)-5-(quinolin-6-ylmetiiylene)-tWazoUdm 

5-(Quinolin-6-ylmethylene)-2-(2-trifluoromethyl-phenylimino)-tWa2oUdin-4^ 

10 2-(2-CMoro-5-trifluoromethyl-phenylinuno)-5-(qiiinolin-6-ylmet^^ 
one; 

2-(2,6-Dichloro-phenylimino)-5-8quinolin-6-ylme1Jiylene)-thiazolidin^ 

15 2-(2-Bromo-phenyUmino)-5-(2,3-dihydro-benzo[l-6]dioxin-6-ylmethyl^ -thiazolidin- 

4- one; 

5- (Benzo[l,3]dioxol-5-ylmethylene)-2-{2-bromo-phenyliinino)-thiazolidin^ 
20 2-(2-Chloro-phenylimino)-5-(quinoxalin-6-ylmethylene)-thiazolidin-4-one; 

2- (2,6-Dichloro-phenyliinino)-5«(2,3-dihydro-benzo[l-6]dioxm-6-ylme&^ 
thiazolidin-4-one; 

25 5-(2,3-Dihydro-benzo[l-6]dioxin-6-ylmethylene)-2-(2-nitro-phenylinuno) -thiazolidin-4- 
one; 

5-(2,3-Dihydro-benzofuran-5-ylmethylene)-2-(2-xutro-phenylimino)-tWazo 

30 2-(2-Chloro-4-fluoro-5-methyl-phenylimino)-5-(2,3-dihydro-benzofu^ 
thiazolidin-4*one; 

3- Chloro-4-[5-(2,3-dihydro-benzofuran-5-ylmethylene)-4-oxo-thiazoUdin-2- 
ylideneaminoj-benzoic acid methyl ester; 

35 

2-(2-Chloro-5-fluoro-phenyliimno)-5-(2,3-dihydro-benzofiiran-5-yb3iet^ 
thia2olidin-4-one; 

2-(2-Chloro-4-trifluoromethyl-phenyliinino)-5-(2,3-dihydro-benzofuran-5-ylmet 
40 thiazolidin-4-one; 

2- (4-Bromo-2-chloro-phenylimino)-5-(2,3-dihydro-benzofuran-5-ylmethyl^ 
thiazolidin-4-one; 

45 5-(2,3-Dihydro-benzofuran-5-ybnethylene)-2-(2-methanesulfinyl-phenyli^ 
thiazolidin-4-one; 

3- Chloro-4-[5«(2,3-dihydro-benzofuran-5-ylmethylene)-4-oxo-thiazolidin-2- 
ylideneamino] -benzoic acid; 

50 

5-[2-(2-Chloro-phenylimino)-4-oxo-thiazoHdin-5-ylidenemethyl]-lH-p3nidin-2 

2-(2-Methylsulfanyl-phenyliixiino)-5-(quinolin-6-ylmethylene)-thiazolidin^ 
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2-{2-Chloro-4-fluoro-5-meaiyl-phenyUinino)-5-(quinoUn-6-ylmethyle^ 
one; 

5 2-(2-Chloro-5-fluoro-phenylimino)-5-(quinolin-6-ylmethylene)-thiazolidin-4-one; 

2-(2-Chloro-5-fluoro-phenyliimno)-5-(2,3-dihydro-benzo[l-6]dioxin-6-ylmet^^ 
thiazolidin*4-one; 

10 2-(2-Chloro-4-trifluorometliyl-phenylimino)-5-qmnolin-6-ylmet^ 
one; 

5-(Benzothiazol-6-ylmethylene)-2-(2-cMoro-phenylinuno)-thiazolidin-4-one; 
15 5-(Benzo[l,2,5]thiadiazol-5-ylmethylene)-2-(2-bromo-phenylinuno)-thiazoM 

5-(Benzo[l,2,5]thiadiazol-5-ylmethylene)-2-(2-chloro-5-fluoro-phenyliimno)-tW^ 

4- one; 

20 5-(Benzothiazol-6-ylmethylene)-2-(2,6-dichloro-phenyliimno)-thiazolidin-4-one; 
2-(2-Chloro-phenyliinino)-5-(4-hydro3q^-3-nitro-benzylidene)-thiazolidin-4-one; 
2-(2-CUoro-phenylimino)-5-(4-hydn>:^-3-metho3Qr-benzyUdene)-tln 

25 

2-(2-Chloro-phenylimino)-5-(4-hydroxy-2-methoxy-benzylidene)-thiazolidin-4-one; 
2-(2-Chloro-phenylimino)-5-(4-hydroxy-benzylidene)-thiazolidin-4-one; 
30 2-(2-Chloro-phenylimino)-5-(4-methoxy-benzyUdene)-thiazolidin-4-one; 

5- (3-Chloro-4-hydroxy-benzylidene)-2-(2-chloro-phenylimino)-tWazolidin-4-one; 
2-(2-Chloro-phenylimino)-5-(3-fluoro-4-methoxy-benzylidene)-thiazolidin-4-one; 

35 

2-(2,6-Dichloro-phenyliniino)-5-(3-fluoro-4-hydroxy-benzylidene)-tluazoUdin-4-one; 

2-(2-Chloro-phenylimino)-5-{3-fluoro-4-hydroxy-benzylidene)-thiazolidin-4-one; 

40 2-(2-Chloro-5-fluoro-phenylimino)-5-(3-fluoro-4-hydroxy-benzylidene)-thiazolidin-4- 
one; 

5-(3-Fluoro-4-hydroxy-benzylidene)-2-o-tolylimino-thiazolidin-4-one; 

45 2-(2-Chloro-phenyUinino)-5-quinolin-6-ylinethylene-thiazolidin-4-one; 

5-Quinolin-6-ylmethylene-2-(2,4,6-trimethyl-phenylimino)-thiazolidin-4-one; 

5-Quinolin-6-ylmethylene-2-o-tolyliniino-thiazolidin-4-one; 
50 2-(2-Methoxy-phenylimino)-5-quinolin-6-ylmethylene-thiazolidin-4-one; 

5-(2,3-Dihydro-benzofliran-5-ybnethylene)-2-(2-dimethylamino-ethylamino)-thi^ 
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one; 

Benzoic acid NM4-oxo-5-^uinolin-6-ylmethylene-4,5-dihydro-thiazol-2-yl)-hydrazide; 
2-{2-Dimethylamino-ethylimino)-5-qmnoUn-6-ylmethylene-thiazolidin-4-one; 
5-(2,3-Dihydro-benzofuran-5-ylmethylene)-2-(piperidin-l-ylaniino)-tiiiazol-4-one; 
5 2-Benzylaniino-5-(2,3-dihydro-benzofuran-5-ylmethylene)-thiazol-4-one; 
2.(4-tert-Butyl-thiazol-2-ylamino)-5-(2,3-dihydro-benzofuran-5-ylmethyle 
one; 

4- J[5-(2,3-Dihydro-benzofuran-5-ylmethylene)-4H5xo-4,5-dihydro-thiazol-2 
methyl)-benzenesulfonamide; 

10 

W2,3-Dihydro-benzoftu:an-5-ylmetJiylene)-2-(3-dimethylamino-propylai^^ 

one; 

5- (2,3-Dihydro-ben2ofuran-5-ylmethylene)-2-(3-inudazol-l-yl-propylan^ 
one; 

15 Phenyl-carbamic acid N'-[5-{2,3-dihydro-benzofuran-5-ylmethylene)-4-oxo-4,5-dihydro- 
thiazol-2-yl]-hydrazide; 

Benzoic acid N*-[5-(2,3-dihydro-benzofuran-5-ylmethylene)-4-oxo-4,5-dihydro-thiazol-2- 
yl]-hydrazide; 

20 

5-Benzo[l,2,5]lliiadiazol-5-ylniethylene-2-(2,3,4-trifluoro-phenylaniino)-thiazol-4-^^ 

5-Benzo[l,2,5loxadiazol-5-ylmethylene-2-(2-nitro-phenylamino)-thiazol-4-one ; 

25 2-(2,6-Dichloro-phenylanuno)-5-(4-[l,2,4]triazol-l-yl-benzylidene)-thiazol-4-one; 

2-(2,6-Dichloro-phenylamino)-5-(lH-pyrrolo[2,3-b]pyridin-2-ylmethylene)-th 
one; 

30 5-Benzo[l,2,5]tiuadiazol-5-ylmethylene-2-(2,6-dichloro-phenylamino)-tMazol-4-o^ 

542-(2-Metho3qr-6-niethyl-phenylamino)-4-oxo-4H-tWazol-5-ylideneniethyll-l^ 
pyridin-2-one; 

35 5-Benzo[l,2,5]tWadiazol-5-ylniethylene-2-(2-nitro-phenylaniino)-thiazol-4-one; 

2-(2-Bromo-6-fluoro-phenylaniino)-5-qmnolin-6-ylmethylene-thiazol-4-one; 

40 2-(2-Methoxy-6-methyl-phenylaniino)-5-quinolin-6-ylmethylene-thiazol-4-one; 

5-Quinolin-6-ylmethylene-2-(2,3,4-trifluoro-phenylamino)-thiazol-4-one; 

2-(2,6-Dichloro-phenylamino)-5-(2-oxo-2H-chronien-6-ylmethylene)-thiazol^^ 
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2-(2-Bromo-phenylamino)-5-(5-pyridin-2-yl-thiophen-2-ylmethylene)-thiazol^ 
2-(2-Bromo-phenylamino)-5-(l-o:^-pyridin-4-ylmethylene)-thiazol-^^ 

5 

2-(2-Bromo-phenylamino)-5-(3-p-tolyl-benzo[c]isoxazol-5-ylmethylene)-^1^ 

2-(2-Bromo-phenylainino)-5-(3,4-dihydro-2H-benzo[b][l-6]dioxepin-7-ylmethylen 
thiazol-4-one; 

10 

5-Benzo[l,2,5]oxadiazol-5-ylmethylene-2-(2-bromo-phenylaniino)-thiazol-4-one; 
2-(2,6-DicWoro-phenylaimno)-5-(2-methoxy-pyridin-3-ylmethylene)-tWa^ 
15 2-(2-Chloro-phenylamino)-5-(6-methoxy-pyiidin-3-ylmethylene)-thia2oM 

2-(2-Chloro-5-trifluoromethyl-phenylamino)-5-qmnolin-6-ylmethylene-thiazol-4-on^ 
2-(2-Bromo-phenylamino)-5-(4-hydro^"3-metho3qr-benzyUdene)-thiazol-4-one; 

20 

5-(2,3-Dihydro-benzofuran-5-y]methylene)-2-(2-methoxy-phenylai^ 

2-(2-Nitro-phenylamino)-5-quinolin-6-ylmethylene-thiazol-4-one; 

25 2-(2-Bromo-phenylamino)-5-(3,4-diainino-benzylidene)-thiazol-4-one; 

542-(2-Chloro-phenyUmmo)-4-oxo-thiazoUdin-5-ylidenemethyll 
one; 

30 2-(2-Chloro-5-iutro-phenylainino)-5-quinolin-6-ylmethylene-thiazol^ 

2- (5-Ainino-2-chloro-phenylaimno)-5-quinolin-6-ylmethylene-tWazol-4-one; 

N-[4-Chloro-3-(4-oxo-5-quinolin-6-ylmetJiylene-4,5-dihydro-thiazol-2-ylainino)-phenyl]- 
35 acetamidine hydrochloride; 

4-{[4-oxo-5-(6-quinolinybiiethyUdene)-4,5-dihydro-l,3-thiazol-2-yl]amino)benzs^ 

3- {[4-oxo-5-(6-quinolinylmethylidene)-4,5-dihydro-l,3-thiazol-2- 
40 yl] amino}benzenesulfonamide; 

4- {[4-oxo-5-(6-quinohnylmethylidene)-4,5-dihydro-l,3-thiazol-2-yl]amino}-N-2- 
P3n:idinylbenzenesulfonamide; 

45 2-({4-[(4-methyl-l-piperazinyl)methyl]phenyl}anuno)-5-(6-quinoUnylmet^^ 
thiazol-4(5H)-one; 

2-({4-[(methylsulfonyl)methyl]phenyl}ainino)-5-{6-quinolinylmetiiyUd^ 
4(5H)-one; 

50 

2-({3-[(methybulfonyl)metiiyl]phenyl)amino)-5-(6-qtiinolinylmethyUdeM 
4(5H)-one; 

91 
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2-{[4-(4-methyl-l-piperazinyl)phenyl]aimno)-5-(6-quinolinylm^ 
4(5H).one; 

2- {[2-(3-chlorophenyl)ethyl]ainino}-5-(6-quinolinylmethyliden^ 

4-(2-{[4K)XO-5-(6-quinoUnylmethylidene)-4,5-dihydro-l,3-thiazol-2- 
yl] aminolethyDbenzenesulfonamide; 

3- {[4-oxo-5-(6-quinolinylmethylidene)-4,5-dihydro-l,3-thiazol-2-yl]am 
2-[(2,6-Difluoro-phenylaimno)-methylene]-5-quinolin-6-ylmethylene-thiazo^^ 



15 2-[(2,6-Difluoro-phenylaniino)-methylenel-5-quinoUn-6-ylmethylene-^^^ 

[2,4-DicMoro-5-(4-oxo-5-quinoUn-6-ylmethylene-tWazolidin-2-yUdeneaimno)-ph^ 
acetic add; 

20 2-[2,4-Dichloro-5-(2-methoxy-ethoxy)-phenyliinino]-5-quinoUn-6-ylmeth^ 
thiazolidin-4-one; 



25 



30 



35 



4-Chloro-3-(4-oxo-5-quinolin-6-ylmethylene-thiazolidin-2-yUdeneamino)-benzoic acid; 
and 

[2,4-Dichloro-5-(4H)xo-5-quinoHn-6-ylmethylene-thiazoUdin-2-yUdeneaim 
acetic add. 



6. A compound of the formula II, or a salt, solvate, or a phjrsiologically functional 
derivative thereof. 




40 II 

in which 

92 
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R is C3-6 cycloalkyl or naphtyl; or 
5 Ris 

12 




10 



15 



in which Rl is hydrogen, halogen, -Ci-salkyl, -SCi-ealkyl, -OCi-6alkyl, 
NO2, 

-S(=0)-Ci-6alkyl, -OH, -CF3, -CN, -CO2H, -OCF3, or -C02Ci.6alkyl; 
and R2 and R3 are independently hydrogen, halogen, -Ci-6 alkyl, 
-SCi-ealkyl, -OCi-ealkyl, -NO2, -S(=0)-Ci.6alkyl, -OH, -CFa, -CN, -CO2H, 
-C02Ci.6alkyl, -CONH2, -NH2, -OCH2(C=0)OH, .OCH2CH2OCH3, 
SO2NH2, 

.CH2SO2CH3, .NH(C=NH)CH3; or R2 and R3 can independently be 
radical of the formula 



-N 



N-CH, 



— N 



N-CH, 



or 



If 



H N-^ 



O " 



20 



Ris 



25 



Ris 



30 



■-HO, 



in which q is one or two; R4 is hydrogen, halogen, or -SO2NH2; or 

-(CH2)n-NRkRi in which n is 2 or 3, and R*^ and R* are independently 
-Ci-salkyl; or -NR^'Ri together form 



35 
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in which Y is CH; and A and B together are a part of 




o 




N 



H 



y 

~0 F 



or 




10 



provided that ortho position to Y is N or O. 
7. A compound of formula II of claim 6 in which 
R is Cs^ cydoalkyl or naphtyl; or 



15 Ris 



20 



25 




in which Rl is hydrogen, halogen, -Ci^alkyl, -SCi^alkyl, -OCwalkyl, 
NO2, 

-S(=0)-Ci-6alkyl, -OH, -CFa, -CN, -CO2H, -OCF3, or -COaCi-ealkyl; 
and R2 and R3 are independently hydrogen, halogen, -Ci^ alkyl, 
-SCi^alkyl, -OCi-ealkyl, -NO2, -S(=0)-Ci-6alkyl, -OH, -CF3, -CN, -CO2H, 
-C02Ci^alkyl, -CONH2, -NH2, -0CH2(C=0)0H, -OCH2CH2OCH3, 
S02NH2, 
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25 



Qis 



-CH2SO2CH3, -NH(C=NH)CH3; or R2 and R3 can independently be 
radical of the formula 



-N^^N-CH, . _N^^N-CH3 or /J, ^ ^, 



Ris 



■-HO. 



10 



15 



in which q is one or two; R4 is hydrogen, halogen, or -SO2NH2; or 

R is -(CH2)n-NR^R4n which n is 2 or 3, and R^ and Ri are independently 
-Ci^alkyl; or -NR^'R* together form 



20 Ris 



-o 




,CH, 




H 




; and 
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or 



I 

CH3 



in which R5 is hydrogen, phenyl optionally substituted with up to three Ci^ alkyl or 
halogen, or Ci^ alkyl; or 

5 

Qis 




10 in which Y is CH; and A and B together are a part of 
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5 provided that ortho position to Y is N or O. 



10 8. AcompoundofformulallofclaimTinwhichRis 




15 in which Rl is halogen, -Ci^alkyl, -SCi^alkyl, -OCi-ealkyl, -NO2, 

-S(=0)-Ci-6alkyl, -OH, -CF3, -CN, -CO2H, or -C02Ci.6alkyl; 
and R2 and R3 are independently hydrogen, halogen, -Ci-e alkyl, 
-SCi^lkyl, -OCi^lkyl, -NO2, -S(=0)-Ci^alkyl, -OH, -CF3, -CN, -CO2H, 
-C02Ci^kyl, -NH2, or -NH(C=NH)CH3; 

20 

and 



Qis 

25 
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or 





15 

provided that ortho position to Y is N or O. 
9. A compound of formula II of claim 8 in which R is 

20 




in which Rl is halogen, -Ci-ealkyl, -SCi-salkyl, -OCi^alkyl, -NO2, 
-S(=0)-Ci^lkyl, -OH, -CF3, -CN, -CO2H, or -C02Ci4alkyl; 
25 and B2 and R3 are independently hydrogen, halogen, -Ci^ alkyl, 

-SCi^lkyl, -OCi^lkyl, -NO2, -S(=0)-Cwalkyl, -OH, -CP3, -CN, -CO2H, 



99 



wo 2004/047760 



PCT/US2003/037658 



.C02Ci^alkyl, -NH2, or -NH(C=NH)CH3; 
and 



Qis 



or 



10 




provided that ortho position to Y is N or O 

25 

10. A pharmaceutical composition including a therapeutically effective amount of 
a compoimd claim 6, 7, 8 or 9, or a salt, solvate, or a physiologically functional 
derivative thereof and one or more of pharmaceutically acceptable carriers, diluents 
and excipients. 

30 

11. A compound selected from the group consisting of: 

2-(2-Chloro-5-fluoro-phenylimino)-5-(2,3-dihydro-benzo[l-61dioxin-6-ylmethylene)- 
thiazolidin-4-one; 

35 

2-(2-Chloro-phenylimino)-5-(2-oxo-2H-chromen-6-ylmethylene)-thiazolidin-4-one; 
2-(2-Chloro-phenylimino)-5-(2-oxo-2H-chromen-6-ylmethylene)-thiazolidin-4-one; 
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2-(2-Chloro-phenylimino)-5-(2-oxo-2H-chromen-6-ylmethylene)-thi 

5-(2,3-Dihydro-benzofuran-5-ylmethylene)-2-(2,4,6-1ximethyl-^^ 

4- one; 

5 

2-Cyclohe3QrUmino-5-(2,3-dihydro-ben2o[l-6]dioxin-6-ylmethylene)-t^^ 
2-Cyclohexyliinino-5-(2,3-dihydro-benzofuran-5-ylmethylene)-tW 
10 5-(2,3-Dihydro-benzofuran-5-ylmethylene)-2-o-tolyUmino-thiazoU 

5- (2,3-Dihydro-benzo[l-6]dioxin-6-ylmethylene)-2-o-tolyUinino-thiazoUdm^ 
5-[2-(2-Chloro-phenyUimno)-4-oxo-thia2olidin-5-ylidenemethyl]-3H-benzooxazol-2-on^ 

15 

2-(2-Trifluoromethyl-phenyUmino)-5-(2,3-dihydro-benzofuran-5-yb^ 
thiazolidin-4-one; 

2-(2-Bromo-phenyliinino)-5-(2,3-dihydro-benzofuran-5-ylmethylene)-thiaz 

20 

2-(2,6-Dichloro-phenylimino)-5-(2,3-dihydro-benzofuran-5-^ 
one; 

5-(2,3-Dihydro-benzofuran-5-ybnethylene)-2-(2-methylsulfanyl-p^^ 
25 thiazolidin-4-one; 

5-(2,3-Dihydro-benzofuran-5-ybmethylene)-2-(2-fluoro-phenyliimnoH 
2-(2-Methylsulfanyl-phenylimino)-5-(quinolin-6-ylmethylene)-thiazo 

30 

2-(2-Bromo-phenyliimno)-5-(qmnoUn-6-ylmethylene)-thiazolidin-4-one; 

2-(2,3-Dimethyl-phenyUmmo)-5-(quinolin-6-ylmethylene)-thiazoUd^^ 

35 2-(Naphthalen-l-yliinino)-5-(quinoUn-6-ylmetiiylene)-thiazolidin-4-one; 

5-(Quinolin-6-ylmethylene)-2-(2-trifluoromethyl-phenyliinino)-thiazolidin-4-on 

2-(2-Chloro-5-trifluoromethyl-phenylinuno)-5-(q\unolin-6-y^ 
40 one; 

2-(2,6-Dichloro-phenyUmino)-5-8quinolin-6-ylmethylene)-thiazolidin-4-one; 

2-(2-Bromo-phenylimino)-5-(2,3-dihydro-benzo[l-6]dioxin-6-ylmethylene) -thiazolidin- 
45 4-one; 

2-(2-Chloro-phenyUmino)-5-(quinoxalin-6-ylmethylene)-thiazolidin-4-one; 

2-(2,6-Dichloro-phenylimino)-5-(2,3-dihydro-benzo[l-6]dioxin-6-ylmethylene)- 
50 thiazolidin-4-one; 

5-(2,3-Dihydro-benzo[l-61dioxin-6-ylinethylene)-2-(2-nitro-phenylimino) -thiazolidin-4- 
one; 
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5-(2,3-Dihydro-benzofuran-5-ylmethylene)-2-(2-nitro-phenyUinino 

2- (2-CWoro-4-fluoro-5-methyl-phenyUmino)-5-(2,3-dihydro-benzofurM^ 
5 thiazolidin-4-one; 

3- Chloro-4-[5-(2,3Hlihydro-benzof\iran-5-ylmethylene)-4H>xo-thiazoUdm 
ylideneamino] -benzoic acid methyl ester; 

10 2-(2-Chloro-5-fluoro-phenylimino)-5-(2,3-dihydro-benzofuran-5-ylmethylene)- 
thiazolidin-4-one; 

2-(2-Chloro-4-trifluoromethyl-phenyUmino)-5-(2,3-dihydro-benzofiiran-5-ylmethylene^ 
thiazolidin-4-one; 

15 

2- (4-Bromo-2-chloro-phenyliinino)-5-(2,3-dihydro-benzofuran-5-ybn 
thiazolidin-4-one; 

5-(2,3-Dihydro-benzo£uran-5-ylmethylene)-2-(2-methanesulfinyl-phenyliiiim 
20 thiazolidin-4-one; 

3- Chloro-4-[5-(2,3-dihydro-benzofuran-5-ylmethylene)-4-oxo-thiazolidin-2- 
ylideneamino] -benzoic acid; 

25 5-[2-(2-Chloro-phenyUmino)-4-oxo-thiazoUdin-5-ylidenemethyl]-lH-pyridin-2-one; 

2-(2-Methylsulfanyl-phenylinuno)-5-(quinolin-6-ylmethylene)-thiazolidin-4-one; 

2-(2-Chloro-4-fluoro-5-methyl-phenylinuno)-5-(quinolin-6-ylmethylene)-thiazolM 
30 one; 

2-(2-CMoro-5-fluoro-phenylimino)-5-(quinolin-6-ylmethylene)-thiazolidin-4-one; 

2-(2-Chloro-5-fluoro-phenylinuno)-5-(2,3-dihydro-benzo[l-61dioxin-6-ylmethylene)- 
35 thiazolidin-4-one; 

2-(2-Chloro-4-trifluoromethyl-phenylimino)-5-quinolin-6-yhnethylene-thiazolidin-4- 
one; 

40 5.(Benzothiazol-6-ylmethylene)-2-(2-chloro-phenylimino)-thiazolidin-4-one; 

5-(Benzo[l,2,5]thiadiazol-5-ylmethylene)-2-(2-bromo-phenylinuno)-thiazolidin-4-one; 

5-(Benzo[l,2,5lthiadiazol-5-ylmethylene)-2-(2-chloro-5-fluoro-phenylimino)-thiazolidin- 
45 4-one; 

5-(Benzothiazol-6-ylmethylene)-2-{2,6-dichloro-phenyliimno)-thiazolidin-4-one; 
2-(2-Chloro-phenylimino)-5-(4-hydroxy-3-nitro-benzylidene)-thiazolidin-4-one; 

50 

2-(2-Chloro-phenylimino)-5-(4-hydro3or-3-methoxy-benzylidene)-thiazolidin-4-one; 
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2-(2-Chloro-phenyUmino)-5-(4-hydro3Qr-benzylidene)-lJiiazolidin 
2-(2-Chloro-phenylimino)-5-(4-methoxy-benzyUdene)-thiazoUdin 
5 5.(3.Chloro-4-hydroxy-benzyUdene)-2-(2-chloro-phenyliinino)-thiazolidin-4-one; 
2-(2-Chloro-phenyUmino)-5-(3-fluoro-4-methoxy-benzylidene)-thiazolidin-4-o 
2-(2,6-Dichloro-phenylimino)-5-(3-fluoro-4-hydro3Qr-benzy^ 

10 

2-(2-Chloro-phenyliinino)-5-{3-fluoro-4-hydroxy-benzylidene)-thiazoUdin-4-one; 

2-(2-Chloro-5-fluoro-phenyliinino)-5-(3-fluoro-4-hydro3or-benzylidene)-^ 
one; 

15 

5-(3-Fluoro-4-hydroxy-benzyUdene)-2-o-tolyliimno-thiazolidin-4-one; 

2-(2-Chloro-phenyUinino)-5-quinoUn-6-ylmethylene-tiiiazolidin-4-on^ 

20 5-Quinolin-6-ylmethylene-2-(2,4,6-trimethyl-phenylimino)-thiazoUdin-4-one; 

5-Qxiinolin-6-ylmethylene-2-o-tolylimino-thiazolidin-4-one; 

2-(2-Methoxy-phenylimino)-5-quinoUn-6-ylmethylene-thiazolidin-4-one; 

5-(2,3-Dihydro-benzofuran-5-ylmethylene)-2-(2-dimethylaimno-eth^ 

25 one; 

Benzoic acid N'-(4-oxo-5-quinolin-6-ylmethylene-4,5-dihydro-thiazol-2-yl)-hydrazide; 
2-(2-Dimethylainino-ethylinuno)-5-quinoUn-6-ylmethylene-thiazolidin-4-one; 

30 5-(2,3-Dihydro-benzofuran-5-ylmethylene)-2-(piperidin-l-ylamino)-thiazol-4-^^ 

2-Benzylamino-5-(2,3Hiihydro-benzofuran-5-ybnethylene)-tiiiazol-4-one; 

2-(4-tert-Butyl-thiazol-2-ylainino)-5-(2,3-dihydro-benzofuran-5-ylm^ 
35 one; 

4- {[5-(2,3.Dihydro-benzofuran-5-ylmethylene)-4-oxo-4,5-dihydro-ttuazol-^ 
methyD-benzenesulfonamide; 

40 5-(2,3-Dihydro-benzofuran-5-ybnethylene)-2-(3-dimethylamino-propyl^ 
one; 

5- (2,3-Dihydro-benzofuran-5-ylmethylene)-2-{3-imidazol-l-yl-propylamino)-^ 
one; 
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10 



15 



20 



25 



35 



40 



50 



Phenyl-carbamic acid N*-[5-(2,3-dihydro-benzo£uran-5-ylmetliylene)-4-oxo-4,5-dihydro^ 
thiazol-2-yl]-hydrazide; 

Benzoic acid N'- [5-(2,3-dihydro-benzofuran-5-ylmethylene)-4-oxo-4,5-dihydro-thiazol-2- 
yl]-hydrazide; 

5-Benzo[l,2,5]aiiadiazol-5-ylmethylene-2-(2,3,4-trifluoro-phenylamin^ 

5-Benzo[l,2,5]oxadiazol-5-ylmethylene-2-(2-nitro-phenylaiiiino)-thiazol^ ; 

2-(2,6-Dichloro-phenylainino)-5-(4-[l,2,4ltriazol-l-yl-benzyUdene)-thiazol-4-^^^ 

2-(2,6-Dichloro-phenylamino)-5-(lH-pyrrolo[2,3-b]pyridin-2-ybneti^^ 
one; 

5-Benzo[l,2,5]thiadiazol-5-ybnethylene-2-(2,6-dichloro-phenylamino)-thiazol-4^ 

5-[2-(2-Methoxy-6-methyl-phenylamino)-4-oxo-4H-thiazol-5-ylidenemethyl]-lH- 
pyridin-2-one; 

5-Benzo[l,2,5]thiadiazol-5-ylmethylene-2-(2-nitro-phenylamino)-thia2ol-4-one; 



2-(2-Broino-6-fluoro-phenylamino)-5-quinolin-6-ylmethylene-thiazol-4-one; 
2-(2-Methoxy-6-methyl-phenyla33iino)-5-quinolin-6-ylmethylene-thiazol-4-one; 
5-QuinoUn-6-ylmetiiylene-2-(23>4-trifluoro-phenylamino)-thiazol-4-one; 
30 2-(2,6-Dichloro-phenylamino)-5-(2-oxo-2H-chromen-6-ylmethylene)-thiazol-4-one; 
2-(2-Bromo-phenylamino)-5-(5-pyridin-2-yl-thiophen-2-ylmethylene)-thiazol-4-one; 
2-(2-Bromo-phenylaimno)-5-{l-03gr-pyridin-4-ybnethylene)-thiazol-4-one; 
2-(2-Bromo-phenylamino)-5-(3-p-tolyl-benzo[c]isoxazol-5-ylmethylene)-thiazol-4-one; 



2-(2-Bromo-phenylamino)-5-(3,4-dihydro-2H-benzo[b][l-6]dioxepin-7-ybnethylene)- 
thiazol-4-one; 



5-Benzo[l,2,51oxadiazol-5-ylniethylene-2-(2-bromo-phenylamino)-thiazol-4-one; 
2-(2,6-Dichloro-phenylaniino)-5-(2-methoxy-pyridin-3-ylmeaiylene)-thiazol-4-^ 
45 2-(2-Chloro-phenylaniino)-5-(6-metho3Qr-pyridin-3-yhnethylene)-thiazo 

2-(2-Chloro-5-trifluoromethyl-phenylaniino)-5-quinolin-6-ylmethylene-thiazol-4-one; 
2-{2-Bromo-phenylamino)-5-(4-hydroxy-3-methoxy-benzylidene)-thiazol-4-one; 



5-(2,3-Dihydro-benzofuran-5-ybnethylene)-2-(2-metho3or-phenylaminoHhiazol-^^ 
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2-(2-Nitro-phenylainino)-5-quinolin-6-ylmethylene-thiazol-4-one; 
2-(2-Bromo-phenylamino)-5-(3,4-diamino-benzyUdene)-tW 

5 

5-[2-(2-Chloro-phenyUniino)-4-oxo-thiazoUdin-5-ylidenemetJiyll-l-methy^ 
one; 

2-(2-CWoro-5-nitro-phenylamino)-5-quinolin-6-ylmethylene-thiazol-4^ 

10 

2- (5-Amino-2-chloro-phenylaniino)-5-quinolm-6-ylmethylene-thiazol-4-one; 

N-[4-Chloro-3-(4-oxo-5-quinolin-6-ylmethylene-4,5-dihydro-thiazol-2-ylaii^ 
acetamidine hydrochloride; 

15 

4-{[4-oxo-5-(6-quinoUnylmethylidene)-4,5-dihydro-l,3-thiazol-2-yl]amino}beM 

3- {[4-oxo-5-(6-quinolinylmethylidene)-4,5-dihydro-l,3-thiazol-2- 
yl] aminolbenzenesulfonamide; 

20 

4- { [4-oxo-5-(6-quinolinylmethyhdene)-4,5-dihydro- l,3-thiazol-2-yl] ainino}-N-2- 
pyridinylbenzenesulfonamide; 

2-({4-[(4-methyl-l-piperazinyl)methyl]phenyl}ainino)-5-(6-qmnolinylmeai^ 
25 thiazol-4(5H)-one; 

2-( {4- [(methylsulfonyl)methyl] phenyll ainino)-5-(6-qiiinolinylm 
4(5H)-one; 

30 2-{{3-[(methyls\ilfonyl)mettiyl]phenyl}ainino)-5-(6-qmnolinyhnet^ 
4(5H)-one; 

2-{[4-(4-methyl-l-piperazinyl)phenyl]amino}-5-(6-quinolinylmethyhdene)-^ 
4(5H)-one; 

35 

2- { [2-(3-cWorophenyl)eaiyl] ainino}-5-(6-quinolinylmethyUdene)-l,3-t^ 

4-(2-{[4-oxo-5-(6-quinolinylmethylidene)-4,5-dihydro-l,3-thiazol-2- 
yl] amino}ethyl)benzenesulfonamide; 

40 

3- {[4-oxo-5-(6-quinoUnylmethyUdene)-4,5-dihydro-l,3-thiazol-2-yl]amino}benzaim 



2-[(2,6-Difluoro-phenylamino)-methylene]-5-quinolin-6-ylmethylene-thiazolidin 

45 

2- [(2,6-Difluoro-phenylamino)-methylene] -S^iuinoUn-S-ylmethylene-lliiazoM 

[2,4-Dichloro-5-(4-oxo-5-quinoUn-6-ylmetJiylene-thiazolidin-2-yUdeneamino)-phenoxy]- 
50 acetic acid; 

2-[2,4-Dichloro-5-(2-methoxy-ethoxy)-phenyliimno]-5-quinolin-6-yhnethylene- 
thiazolidin-4-one; 
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4-Chloro-3-(4-oxo-5-qmnolin-6-ylmethylene-thiazolidin-2-yUdeneainm acid; 
and 

5 [2,4-Dichloro-5-(4-oxo-5KiiainoUn-6-ylmetiiylene-thiazoUdin-2-yUdeneanu 
acetic acid. 
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